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AB Title derivs. I (R = H, lower alkenyl, formyl, lower alkoxycarbonyl; 
X = H, lower alkyl, halo, lower alkoxy, N02, lower alkoxycarbonyl; Y 
= H, halo; X, Y, and the benzene ring may form a naphthalene ring)' 
and their salts, useful for angiotensin II antagonists, are prepd. 
Thus, treating 0.50 g 2-methoxycarbonyIindole with benzenesulfonyl 
chloride in DMF in the presence of NaH with ice cooling gave 0.64 g 
l-benzeriesulfonyl-2-methoxycarbonylindole. 

IT ***60376-48-9P*** , l-Benzenesulfonyl-2-methoxycarbonylindole 
***146384-41-0P*** , l-(4-Nitrobenzenesulfonyl)-2- 
methoxycarbonylindole ***146384-42-lP*** , l-(3- 
NitrobenzenesulfonyI)-2-methoxycarbonylindole ***146384-43-2P*** 
, 1 -(4-Bromobenzenesulfonyl)-2-methoxycarbonyIindole 
***146384-44-3P*** , l-(l-Naphthalenesulfonyl)-2- 
methoxycarbonylindole ***146384-45-4P*** , l-(2- 
Naphthalenesulfonyl)-2-methoxycarbonylindoIe' 
RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, for angiotensin II antagonists) 
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Hfcil 

On 

[0 0 0 1] 

[j£3g±©?iJffl#SP] 7>^*x>-»I I 

[0 0 0 2] 

[£*©&«] fi£*, 7>i?*x>v->I I (ETF. A 
I I tV&t%Z\£1fi$>Z. ) ©JSiaffrasW-rsfcCDi: 

\ZU -o X J H 9 -T 7© & ©*»ffiSSnT^-5 

(&IBBS5 6 -7 1 0 74#, H6 3-23 8 6 8#& 
IB. KW^fFffllS^iia 2 4. 3 7 7-tffca . 

-f >' F-;vs§«#«a*©£s«tt#»£ttT<A*tft, 

[0 0 0 3] 
[0 0 0 4] 

£it*fc*gs> *5ft£©'f>F-;vs8«#*ii!iJgBW 

[0005] -r&fr-fe. 
Wb2] 

Ogi, 



(2) 4$M¥4-2 7 3 8 5 7 

2 

[0 0 0 6] *«§9IC*ViT, ;\ny>mf't}Z7ym 

i - 5 moum^ft\t»i&m^o7)va 

*~>S?*9, K+v'S, xh+i/S, ?u 

»2-6{S07;Pn+x^;i/2Rx;^T»D, fctittf 
* ^ v ^ d tf;M*+ v# ;P jpx;i> 

cm, 

H 

[fc4] 




o. fl:2©*^fl:-&%siSig-r.5Jit*5T?#5„ 

[0 0 0 83 ^R&lCiiHT, ^StlWc^ft^-hUC 
$M V 7n tr;W7 SPft t*©^r«^Sfl:^%T?ft 5 . Jg 

fi^fflttl Oi>~l OBJfflTfcS. 
[0 0 0 9] 2 C0*^S%a-ffc-g-1Sf« J ou r n a 

50 1 of Organic Chemistry, SS4 



-412— 



3 

7# (5#) , S&7 5 7H (1 9 8 2^) fcE«0^rS 

>H-;l'i:flaiE'ft;4©XJV^=.;^D7-f hsk^s-s 
T 

Mb4] 

a*. 

swoft^is) -ratos, r' - 

F *« V»* tfls 2 ^ R***5/«flE)ft^«W«#6tU 

TR3^ffiR7^rj«oft-&*l4> fb2TR#*;VS 

Coo 1 1] 
wrs. 

H-*O«S6 0X**ft^hU9A0. 13g(l. 

*»T2-^h*3/**#-^f >H-JV 
0. 5 0g (2. 9$ij*;w ©y^^;w*;^7$H 
2ml»«ft«TUfc. RaOT2 0»|IQWMI. <> 
-V>X)»fc-)l>i?U7<( HO. 5 1g (ISfi) 
f^*M7S F3m 1 WKftjTFU, H&jrF2ttNI 

fc. **Jift^DD*^A, 'S+U^S^ 

ttftkOMSAU BW^O. 6 4g£ffjt.m. p. 

128-129*0 



(3) WBW4-2 7 38 5 7. 

[0 0 12] aT©ftft*ftW»fcLT«bfc. 1 - 
(4-xhn^>i£>;ui^xjW -2-* h^tDV 

#x;W>F-^ 

m. p. 140-14113 

1 - (3-xhn^>-tf>x;V*x;w -2-*h*-> 

m. p. 1 39-140*0 

[00 13] 1- (4-^n^>-tf>x;i/*x;» - 

2 h+s/fcjwsxjw > f-^ 

i0 m. p. 8 4-8 6t: 

l- <i >x;i/*x;w -2-^h*i/*;i/ 

m. p. 142-144*C 
[0 0 14] 1- <2-*7*k>***=/» -2- 

* h*->*;p#x;w > F-^ 

m. p. 6 9-7 It: 

1- (4 -X h a^>V>X)l>X~)V) -2-ft)VS)V 

NMR (CDC la ) 6 (ppm) ; 
20 7. 25-7. 70 (4 H,m), 7. 95-8. 05 
(2H, m) , 8. 18-8. 3 0 (3H, m) , 1 
0. 39 (1H, s) 

[0015] l- (3-xhn^>if>x;v*xji/) - 

2- *;^;w>F-;i/ 

NMR (CDCa ) 6 (ppm) 
7. 3 2-7. 4 2 (1H, bt, J = 7Hz), 7. 
5 0-7. 7 5 (4H, m) , 8. 0 8-8. 4 3 (3 
H, m) , 8. 6 5-8. 7 2 (1H, m) , 10. 3 
9 (1H, s) 

30 i- (4-7JV*d^>i?>x;v*x;m -2-#;ps 
;k>f-;p 

m. p. 9 5 — 9 6*C 
[0 0 16] 1- (4-^DD^>1f>XMrjW - 

2-*;i^;w>F-;i' 

m. p. 1 2 7-1 2 8*0 

1- (4 -^D^e^>if >x;P*x;v) -2-&)i$)i 

NMR (CDC 1 3 ) (5 (ppm) 
7. 33 (1H, bt, J = 8Hz) , 7. 47-7. 
40 7 2 (7H, m), 8. 2 1 (1H, b d, J = 8H 
z) , 10. 46 (1H, s) 

[0 0 17] 1- (l-t7*k>X*teW -2- 

*;i^;w>F-;]/ 

m. p. 1 4 8-1 4 9*C 

l- {2 -i-y 9 V>7.)Vt^M -2 ;w> 
F-;v 

m. p. 1 1 5-1 i ex: 

[0 0 18] 1- [4- (2-^h*5/*;|/#x;P7x 

7xx;ia;wc:;i/| -2-^^;M>F-;P 

50 m. p. 1 4 8-1 5 OX: 
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m. p. 12 8-1 2 9*C 

[0019] i - (4-* h*->7x-;i/x;p*-;0 

m. p. 1 2 9-1 3 OX: 
m. p. 12 8-13 01C 

[0020] n- (4-57DD7x^x;p*r:;w -r 
>F-JV 

m. p. 9 8-1 0 Ot: 

N- (2, 5-^^DD7x^XMr;W -f >F- 

m. p. 1 0 7-1 0 8*C 
[0 0 2 1] N- (4-*9>)Vyx-)VMI,#-M 

m. p. 7 7-7 8*0 

m. p. 11 2-1 1 4*C 

[0 0 2 2] n- (^>1f>x;i/*n;w -2- (i - 

m. p. 5 7-5 9*C 

N- K>if>x;V*-;» -2- (l-7x-;W -f 

m. p. 7 7-8 It: 
[0 0 2 3] N- K>if>X^*-;W -2- (1 - 

m. p. 5 3 — 5 8*0 

N- (4-^DD7x-MM-;W -2- (1-^ 

x-jw -of-;!' 

m. p. 5 5 — 5 6t: 

N— (4-^DD7x^X;^;W -2- (1 

-f >F-;i/ 
m. p. 1 o 2-1 04t: 
[0 0 24] 

[0 0 2 5] tORfl (7>^x>^>I isma^ 
fflbfc. ^X*-&i6tt7yh (#fi2 5 0-3 0 0 

g) zmmvrcmm&ffiau mmmzmmwc 
&2 ofemvsomMhvxmmmmw (ph7. 5) 
T?*^^-fXbfc. 1, oooxgTB 

dWHSfcU ±fit££SK:48, OOOXgTlOM 

4-0. 6mg/ml fc&*J;5fc5 0mMHJXJ!iffl| 
JSffilS (pH7. 5) ICfiSUfeo 
[0 0 2 6] 3##f&&£ttl3. Wong£ [J. Ph 



(4) ®M¥4-2 7 3 8 5 7 

armacol. Exp. Ther. , $8247%£, $g 

ih (i 9 8 8*) ] ossrttrca^fc. s*#*a 

1. 0ml l:3nM [ 3 H] 7>>>:tx>>>I I (6 
7. 6Ci/3=U*;k 7V>^A&) , SmMfiftV 
if&Vl* 0. 2 5%9^jM»7^3>*J:tfy^ 
f /I^X**** Ft**** 1 0 n 1 £8&inL 2 
6<C> 6 O^IBKfcStt*:. R*»7«»5^7-f^ 
- (GF/B, »7y hv>tt) TftaWlU 
-ft 5 OmMHJX^ttfftt (pH7. 5) 3ml 

^>^l/-^- (Aqua s 1 2. NENtfc) fc&fefc 

[0027] x-^«tt^ffiTic#^n^it$s«jjis^ 

-±D4Mft#©H«*»WUfc. tt#®«ft'2:B8*ft 

^DyhU V a x/VMS^^-^-^XtSM? 
a? RSI yny5A«fflVi&#WW^hi*SfcJ:**- 
v*r<t >if (Marauardt-Revenb 
ergS) *65 0XB8BKft*ft, glic^l/^ 
[0 0 2 8] 
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[0 0 2 9] (a) 

A; l - (4-^?;V7xn;Px;v*n;w -2-*;P 
s;H*>F-;v 

B; l- (4-^nn^>i£>x;v*-;w -2-*;i/ 
s;w>F-;w 

^? c; l - (4-?;V:*n^>*>x;v*-;» -2-* 

D; 1- (4-^h*3/7x=*XM=W -2-* 

;]^;W>F-;i" 

E; 1- (4 -n h U^>V>X)lft-)l) -2-^)1 

F; l- (3 -~hn^>if>x -2-*;i^ 
a;K>F~;^ 

G; l- (4-7D^>i?>x;i/#r:;W -2-tf;;^ 
^;w>F-;v 

50 H; 1- (l-^-7*U>X;V*-;» -2-* F4^> 
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(5) &BB¥4-2 7 3 8 5 7 

7 8 
*jl/#-;K>H-^ J ; 1 — [4- (2-^h*^;V#r:;P7xr:;W 7 

i ; l - (2-i-y?\/>7,)ifr-)i) h^v x^x;i/*-;W -2-#;i^;W>F-;v 
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